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AB Provided is a process Cor the preparation of N-monosubstituted 
P-aminoalc . 

sulfonates of formula I. Compds. of formula I wherein Rl ie 
(un) substituted C6-20 aryl or (un) substituted C4-12 heteroaryl; R2 is 
Cl-4-alkyl or (un) substituted C6-20 aryl; R3 is selected from the group 
consisting of Cl-18 alkyl, C6-20 cycloalkyl, C6-20 aryl and C7-20 aralkyl 
residues, and the process for preparing compds . of formula I are claimed. 
The process comprising the Steps of a) reacting a Me ketone, a primary 
amine, formaldehyde and a sulfonic acid, at a pressure above 1.5 bar, 
optionally in a organic solvent, said organic solvent optionally 
containing water, 

to afford N-monosubstituted p-amino ketone sulfonates of formula II, 
wherein Rl, R2 and R3 are as defined above, and b) asym. hydrogenating 
said sulfonates in the presence of a base and a catalyst, comprising a 
transition metal and a diphosphine ligand. in a polar solvent, optionally 
in the presence of water. 
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l-substituted-3-amino alcohols using methyl ketones, 

primary amines, formaldehydes and sulfonic acids 

Brieden, Walter; Clausen, Martin; McGarrity, John; 

Mettler, Hanspeter; Michel, Dominique 
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AB A regioselective and highly efficient synthesis of 6-amino-substituted 
|| pyridin-2(lH) -ones is presented. In situ generated propiolic acid 

_ — NHEt chloride was used for the cyclization of acyclic P-keto N,S-acetals 

2 2 to afford the heterocyclic core. Substitution by amines led to a 

flexible 

access of the target compds. 

CM 2 ACCESSION NUMBER: 2005:1264045 HCAPLUS 

DOCUMENT NUMBER: 144:150218 

CRN 75-75-2 TITLE: Efficient synthesis of 6-amino-substituted 

CMF c H4 03 S pyridin-2 (1H) -ones using in situ generated propiolic 

acid chloride • 
• AUTHOR(S): Schirok, Hartmut; Alonso-Ali ja, CriBtina; Michels, 

Ma rt i n 

|| CORPORATE SOURCE: Pharma Research, Bayer Healthcare AG, Wuppertal, 

42096, Germany 

SOURCE: Synthesis (2005), (18), 3085-3094 

CODEN: SYNTBF; ISSN: 0039-7881 

u PUBLISHER: Georg Thieme Verlag 

DOCUMENT TYPE: Journal 

REFERENCE COUNT: 6 THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS LANGUAGE: English 

RECORD . ALL CITATIONS AVAILABLE IN THE RE OTHER SOURCE(S): CASREACT 144:150218 

FORMAT ' IT 56617-74-4 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(regioselective preparation of 6 -amino-2-pyridinones via 
heterocyclization 

Of P-keto N,S-acetals with in situ generated propiolic acid 
Chloride and substitution reaction with amines) 
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AB The keto-enol-enethiol tautomerism in 3-oxo-3-Rl -N-R2-propanethioamides 

under vacuum and in acetone was studied in terms of d. functional theory. 
It was established that the equilibrium depends on the structure of the 
3-oxo-3-Rl-N-R2-propanethioamides and on the nature of the solvent, but 
the most stable form is as a rule the keto form stabilized by an 

intramol . 

hydrogen bond. 
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Quantum-Chemical Investigation of Keto-enol-enethiol 
Tautomerism in 3 -oxo-3 - Rl -N- R2 -propanethioamides 
Il'chenko, N. N . ; Britsun, V. N. ; Lo2inskii, M. O. 
Institute of Cellular Biology and Genetic 

National Academy of Sciences of Ukraine, Kiev, 03143, 
Ukraine 

Theoretical and Experimental Chemistry (2005), 41(5), 
284-289 

CODEN: TEXCAK; ISSN: 0040-5760 
Springer 
Journal 
English 

876857-91-9 
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RN 876857-90-8 HCAPLUS 

CN Benzenepropanethioamide. 4 -methoxy-N -methyl -|l-oxo- (9CI) (CA INDEX 
NAME) 




RN 876857-91-9 HCAPLUS 

CN Benzenepropanethioamide, N-methyl -4 -ni tro-fi-oxo- (9CI) (CA INDEX 

NAME) 
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AB Title compdB . , such as I [wherein Rl - (un) subst i tuted (hetero) aryl , 

aralkyl, etc.; R2 • H or (un) substituted alkyl; R3, R4 = halo, alkoxy, 
nitro, etc.; R5 « (un) substituted alkyl, alkoxy. amino, etc.; m - 0-4. 
with limitations, and pharmaceutically acceptable salts, prodrugs or 
solvates thereof] were prepared as modulators of GABAA and nicotinic 
acetylcholine receptors. For instance, 
2, 2 -dimethyl -1 , 3-dioxane-4 , 6 -dione 

underwent condensation successively with 2-chlorobenzoyl chloride in the 
presence of DMAP, propylamine, N, N-dimethyl f ormamide dimethylacetal and 
4- (trif luoromethyl)aniline to give II. Several biol . assays were 
executed. Representative I showed inhibition against GABA receptor with 
IC50 of 0.01 - 0.20 nM in the (35S)-TBPS binding assay. Therefore, the • 
invented compds. and their pharmaceutical compns . are useful for the 
treatment of CNS disorders amenable to modulation of GABAA and nicotinic 
acetylcholine receptors. 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of enaminones as modulators of GABAA and nicotinic 

acetylcholine receptors) 
869555-09-9 HCAPLUS 

Benzenepropanamide, 2-chloro-u- ( (dimethylamino)methylene) -N-ethyl- 
P-OXO- (9CI) (CA INDEX NAME) 
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Ru-SYNPHOS and Ru-DIFLUORPHOS catalysts were efficiently uaed for the 
synthesis of a wide variety of chiral P-hydroxy amides via asym. 
hydrogenation of the corresponding P-keto amides. 
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2005:1174285 HCAPLUS 
144 :69604 

Ru-SYNPHOS and Ru-DIFLUORPHOS: Highly efficient 
catalysts for practical preparation of p-hydroxy 
amides 

Touati, Ridha; Gmiza, Thouraya; Jeulin, Severine; 
Deport, Coralie; Ratovelomanana- Vidal , Virginie; Ben 
Hassine, Bechir; Genet, Jean-Pierre 
Laboratoire de Synthese Organique Asymetrique et 
Catalyse Homogene, Faculte des Sciences de Monastir, 
Monastir, 5019, Tunisia 
Synlett (2005), (16), 2478-2482 
CODEN: SYNLES; ISSN: 0936-5214 
Georg Thieme Verlag 
Journal 
English 

CAS REACT 144:69604 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
OTHER SOURCE (S) : 
IT 1978S2-01-0 

RL: PRP (Properties) ; RCT (Reactant) ; RACT (Reactant or reagent) 

(hydrogenation kinetics; preparation of P-hydroxy amides by aeiym 
hydrogenation of P-keto amides using ruthenium Synphos and 
Difluorphos catalysts) 
RN 197852-01-0 HCAPLUS 

CN Benzenepropanamide. N-methyl -p-oxo- (9CI) (CA INDEX NAME) 



Ph-C-CH 2 -C-NHMe 

IT 123987-17-7 871578-97-1 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of p-hydroxy amides by asym. hydrogenation of P-keto 
amides using ruthenium Synphos and Difluorphos catalysts) 
RN 123987-17-7 HCAPLUS 

CN Benzenepropanamide, N, 4 -dimethyl -P-oxo- (9CI) (CA INDEX NAME) 



C~ CH 2 ~ C- NHMe 



RN 871578-97-1 HCAPLUS 

CN Benzenepropanamide, 4-fluoro-N-methyl-p-oxo- (9CI) (CA INDEX NAME) 
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ED Entered STN: 14 Sep 2005 

AB The improved method of the synthesis of 3 -oxo-3 -Rl -N-R2-propanthioamides 

is proposed based upon <i) the preparation of sodium enolates of 
1, 3-dicarbonyl 

compds. (RICOCH-COMe.Na*) , (ii) their subsequent thiocarbamoylation with 
R2N:C:S and neutralization to afforded acetyl derivs. R1COCH (Ac) CSNHR2. 
and (iii) hydrolysis to afford the title compds. R1COCH2CSNHR2 . The 

ratio 

of keto- and enol forma of 3-oxo-3-Rl-N-R2-propanthioamides in different 
solvents was studed by the methods of NMR 1H spectroscopy and IR 
spectroscopy. 

.2005:994248 HCAPLUS 
144 :253708 

Improved method for the synthesis and keto-enol 
tautomerism of 3 -oxo-3 -Rl -N-R2 -propanethioamides 
Britsun, V. M . ; Borioevich, A. M . ; Samoilenko, L. S.; 
Lozins'kii, M. O. 

Inst. Org. Khiro., NAN Ukr., Kiev; Ukraine 
Ukrainskii Khimicheskii Zhurnal (Russian Edition) 
(2005), 71(7-8), 111-116 
CODEN: UK2HAU; ISSN: 0041-6045 

Institut ObBhchei i Neorganicheskoi Khimii im. V. I. 
Vernadskogo NAN Ukrainy 
DOCUMENT TYPE: Journal 
LANGUAGE: Ukrainian 
OTHER SOURCE(S): CASREACT 144:253708 • 

IT 910296-57-0 910296-74-1 910296-87-6 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(improved synthesis and keto-enol tautomerism of 
3 -oxopropanethioamides 

and solvent and subatituent effects thereon) 
RN 910296-57-0 HCAPLUS 

CN Benzenepropanethioamide, «-acetyl-N-methyl-p-oxo- (9CI) (CA 
INDEX NAME) 
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RN 910296-B7-6 HCAPLUS 

CN Benzenepropanethioamide, "-acetyl -N-methyl-4 -nitro-P -oxo- (9CI) 
(CA INDEX NAME) 




IT 56617-74-4P 876857-90-8P 876857-91-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(keto-enol tautomerism; improved synthesis and keto-enol tautomerism 

of 

3 -oxopropanethioamides and solvent and subatituent effects thereon) 
RN 56617-74-4 HCAPLUS 

CN Benzenepropanethioamide. N-methyl -p-oxo- (9CI) (CA INDEX NAME) 



f it 

Ph— C— CH 2 — C~ NHMe 



RN 876857-90-8 HCAPLUS 

CN Benzenepropanethioamide, 4 -methoxy-N-methyl -P-oxo- (9CI) (CA INDEX 
NAME) 
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C- CH2 _ C- NHMe 



RN 876B57-91-9 HCAPLUS 

CN Benzenepropanethioamide. N-methyl-4-nitro-p-oxo- (9CI) (CA INDEX 
NAME) 
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AB Polymer-supported chiral Uganda were prepared based on Noyori's 
(1S,2S>- or 

(1R, 2R) -N- (p-tolylsulf onyl) -l, 2-diphenylethylenediamine . The combination 
with [RuC12 (p-cymene> ) 2 has been shown to exhibit high activities and 
enantioselectivities for heterogeneous asym. transfer hydrogenation of 
aromatic ketones with formic acid-triethylamine azeotrope as the hydrogen 
donor, whereby affording the reap, optically active alcB., the key 
precursors of chiral fluoxetine.- The catalysts can be recovered and 
reused in three consecutive runs with no significant decline in 
enantioselectivity . The procedure avoids the plausible contamination of 
fluoxetine by the toxic transition metal species. 
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AB Several J) -secondary amino ketone hydrochlorides were hydrogenated 

with remarkably high enantioselectivities by using a rhodium complex 
containing P-chiral bisphospholane . These results establish a short and 
practical means for the synthesis of enantiopure N-monosubstituted 
y-amino ales., which are key intermediates in the synthesis of 
important antidepressants. For example, the 

bis [di (methyl } ethyl} tetra(hyd 

ro) -1, 1 ■ -bi - lH-isophosph indole -rhodium- catalyzed stereoselective 
hydrogenation of 3- (methylamino) -l -phenyl -1-propanone hydrochloride gave 
(«S) -a- {2- [ (methyl) amino] ethyl] benzenemethanol , which is a 
synthetic precursor for <yS) -N-methyl -y- (4 - 

(trif luoromethyl) phenoxy] benzenepropanamine (i.e., (S) -fluoxetine] . The 
synthesis of («S) -[-[ (methyl) amino) ethyl] thiophenemethanol, a key 
synthetic intermediate for (S) -duloxetine, was also reported. 
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AB A series of lib-substituted 1 , 6 , 7 , 1 lb- tetrahydropyrimido (6 . 1 -a) - 

isoquinoline-2, 4-diones and 4 - thioxo- 1 , 3 , 4 , 6 , 7 , lib- hexahydropyrimido [6 , 1- 
a J isoquinolin-2-ones, e.g., I, were synthesized, utilizing two 

alternative 

strategies for ring closure of tetrahydroisoquinol ine intermediates 

obtained from N-phenethyl enaminones. 
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AB The invention relates to methods for the enant ioselective production of 
amino 

ales., RICH (OH) CH2 (CH2) nNHR2 [Rl - (un) subs ti tu ted , (un) saturated or 
aromatic 

carbocycle or heterocycle (optionally substituted with R3 , R4); R2 - H. 
Cl-20-alkyl; R3 , R4 - H, Cl-20-alkyl, CI -20-alkoxy, aryl, aryloxy, C02R2, 
F, CI. Br, OH, CN.N02, N(R2) 2, NHCOR2 ; n - 0 - 3], via the 
enant ioselective 

hydrogenation of amino ketones, R1COCH2 ( CH2 ) nNHR2 and is characterized by 
hydrogenation in the presence of a non-racemic catalyst containing a 
chiral 

diphosphine ligand I [R5, R6, R7, R8 - H. Cl-20-alkyl, Cl-20-alkoxy, 

aryl , 

aryloxy, F, CI, Br,N(R2)2, NHC0R2; R5R6, R6R7, R7R6 - (CH2)4, 
CH:CHCH:CH,etc. ; R9, R10 - C6H4(Rll)m, 2-furyl, cyclohexyl ; Rll - H, 
Cl-20-alkyl, Ci-20-alkoxy, aryl, aryloxy, S03Na, C0R12, F, CI, N(R12)2, 
NHC0R12; R12 - H. CI - 20 -alkyl ; m « 0 - 3J or II [Q » Pph2, 
P (cyclohexyl) 2, 

P(C6H3 <CF3)2-3,5] . P ( 4 -methoxy - 3 , 5 -dimethylphenyl ) 2 , P(CMe3)2; Y - OH, 
P (cyclohexyl) 2, P <C6H3Me2-3 , 5) 2 . P(CMe3)2; Z - H. PPh2; Ph - 

unsubstituted 

Ph, C6H4Me-2, C6H4Me-3, C6H4Me-4, C6H3Me2] . Thus, 

(S) -N-methyl -3 -hydroxy- 
s' (2-thienyl ) propanamine waB prepared with 92.8% e.e. from 
3 - (methylamino) -l- (2-thienyl) -1-propanone via asym. hydrogenation in 
MeOH/PhMe containing catalytic bis (1, 5-cyclooctadiene)dirhodium(I) 

dichloride 

and (s)-<-)-2,2* -bis [di (p-tolyl) phosphine) -1,1' -binaphthyl . 
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AB R1COCH2CH2NHR2 (Rl - (substituted) (unsatd.) residue, aromatic 
heterocyclyl ; 

R3 - alkyl], were prepared by reaction of R1C0CH2CH2NR2CH2CH2C0R1 
(variables 

as above) with R2NH2 . 
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The first general protocol for the anti -selective reduction of 
a-alkyl-p-keto amides is described. This simple and efficient 
methodol . based on an open-chain Felkin-Anh model pathway, allows the 
isolation of N-mono- and non-substituted anti -a- substituted 
P-hydroxy amides in good yields and with high di astereoaelectivity . 
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AB The invention relates to a process for the synthesis of N-monosubetituted 
P-amino ales, of formula HOCH (Rl) CH2CH2NHR2 and/or an addition oait of a 
proton acid (wherein Rl and R2 independently represent alkyl, cycloalkyl, 
aryl or aralkyl, each being optionally further substituted with alkyl, 
alkoxy and/or halogen) via direct preparation of N-monosubstituted 

P-amino 

ketones of R1COCH2CH2NHR2 and itB addition salts of proton acids 
(wherein Rl 

and R2 are as defined above) . Thus, 2 -acetylthiophene 25.5, methylamine 
hydrochloride 14.9, paraformaldehyde 8.2, concentrated HC1 1.0 g, 100 mL 
ethanol , 

were heated in an autoclave at 110° and a total pressure of 2-2.5 

bar for 9 h, followed by removing 50 mL ethanol in vacuo and addition of 

200 

mL Et acetate under vigorous stirring, and filtration to give 71* 
3- (methylamino) -1- (thiophen-2-yl)propan-l-one hydrochloride (I). To a 
mixture of 10.3 g I and 35 mL ethanol at 4° sodium hydroxide (4.0 g 
of a 50% aqueous solution) was added in about 5 min and afterwards, 0.95 
g neat 

sodium borohydride in several portions in about 30 min. The resulting 
suspension was stirred for 4 h at the same temperature, treated dropwise 

with 

10,0 mL acetone in 5 min, stirred for 10 addnl . minutes, treated with 20 
mL H20, concentrated about 5 times under vacuum, and extracted with 
tert-Bu Me ether 

(2 x 20 mL) . The collected organic phases were finally concentrated 
under vacuum 

affording an orange oil which crystallized spontaneously after a few 
hours to 

give 3- (methylamino) -1- (thiophen-2-yl ) propan-l-ol as an orange solid (7.2 
g, 84 % yield) . 
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CASREACT 140:93914; MAR PAT 140:93914 
2538-50-3P, 3 - (Methylamino) - 1 -phenylpropan - 1 -one hydrochloride 
RL: RCT (Reactant;); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; process for preparation of N-monosubstituted Jl-amino 
ales, by reduction of N-monosubstituted {1-atnino ketones) 
2538-50-3 HCAPLUS 

1-Propanone, 3- (methylamino) -l-phenyl- , hydrochloride (9CI) (CA INDEX 
NAME) 
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AB The title compound was prepared from (i-bromopropiophenone by ami nation 
and reduction The recovery rate of the first step was 82.7%. and that 
of the 

second step was 87.0%. The purity of the product was 99.4%. 



2003:958674 HCAPLUS 
141 : 90826 

Optimization of the technological conditions for 
synthesis of 3 - (methylamino) - 1-phenylpropyl alcohol 
Zhang, Zheng-guang; Li, Yu-shan 

Institute of Chemistry and Life Science, Three Gorges 
University, Yichang, 443002, Peop. Rep. China 
Jilin Huagong Xueyuan Xuebao (2003), 20(3). 17-18 

CODEN : JHXUFO; ISSN: 1007-2853 
Jilin Huagong Xueyuan Xuebao Bianjibu 
Journal 
Chinese 

CASREACT 141:90826 
27152-62-1P, (1- (Methylamino) propiophenone 
RL: IMF (Industrial manufacture); RCT (Reactant); PREP (Preparation); 

(Reactant or reagent) 

(preparation and reduction of) 
27152-62-1 HCAPLUS 

1-Propanone, 3- (methylamino) - 1 -phenyl - 
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(9CI) (CA INDEX NAME) 



Ph~ C- CH 2 - CH 2 ~ NHMe 



• HC1 



ph- C— CH2~ CHa — NHMe 
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aryl, cyano, etc. 



etc. 



alkyl, alkenyl, 
. their 



AB Title compds. I (X, 

etc.; R2, R3 - H, alkyl, hydroxyalkylene (sic), 
diastereomera 

and pharmaceutical ly acceptable salts were prepared For example, 
condensation of 4 -aminobenzamide , triethylorthof ormate and thiazolidinone 
II, e.g., prepared from cyanoacetic acid Et ester in 2-steps, afforded a 
diastereomeric mixture of thiezolidinoneB III. In human polo-like 
kinaBe-1 

(PLK-1) inhibition assays, 29-examples of compds. I exhibited IC50 values 
ranging from 100-6300 nM, e.g., the IC50 value of thiazol idinones III was 
200 nM. 

ACCESSION NUMBER: 2003:892761 HCAPLUS 

DOCUMENT NUMBER: 139:381496 
TITLE: Preparation of 

(4-oxo-2-thiazolidinylidene) acetonitril 

es and related compounds as polo-like kinase- 1 

(PLK-1) 



INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT : 
PATENT INFORMATION: 



inhibitors 

Schwede, Wolfgang; Schulze, Volker; Eis, Knut; 

Buchmann, Bernd; Briem, Hans; Siemeister/ Gerhard; 

Boemer, Ulf; Parczyk, Karsten 

Schering Aktiengesell scha f t , Germany 

PCT Int. Appl., 252 pp. 

CODEN: PIXXD2 

Patent 

German 



W: AE, AG, AL, 
CO. CR. CU, 
HR. HU, ID, 



AM. AT 

CZ, DK 

IL, IN 

LT. LU, LV,"MA, MD 

PL. PT, RO, RU, SC, SD, 



COPYRIGHT 20O6 ACS on STN 
AU, AZ. BA, BB. BG, BR, BY, 
DM, DZ, EC, EE, ES, FI, GB, 
IS, JP, KE, KG, KP, KR , KZ, 
MZ, NI, 



(Continued) 
BZ, CA, CH, CN, 
GD, GE, GH, GM, 
LC, LK, LR, LS, 
NO, NZ, OM, PH, 



UA, UG, US, UZ, VC, 
RW: GH. GM. KE. LS, MW, 



SE, SG, 
YU, ZA, 



SK, SL, TJ, TM, TN, TR, TT, TZ, 



KG, KZ, MD, RU, TJ, TM, AT 
FI, FR, GB, GR, HU, IE, IT 
BF, BJ, CF. CG. CI 



CA 2484597 
AU 2003222845 
EP 1501794 

R: AT, BE. C 
IE, SI, L 
BR 2003009758 
CN 1649853 
JP 2005538048 
NO 2004005281 
US 2006079503 
PRIORITY APPLN. INFO.: 



DE, DK 
LV, FI 



ZM, ZW 
SZ, TZ 
BG, CH 

IE, IT, LU, MC, NL. PT, RO, 
CM, GA, GN. GQ, GW. ML. MR. 
20031113 CA 2003-2484597 
20031117 AU 2003-222B45 
20050202 EP 2003718796 
ES, FR, GB, GR, IT. LI. LU. 
RO. MK, CY, AL, TR, BG, CZ, 
20050215 BR 2003-9758 

CN 2003-810042 
JP 2004-501388 
NO 2004-5281 
US 2005-513368 
DE 2002-10221104 

WO 2003-EP4450 



ZW, AM, AZ, BY. 



CY, CZ, DE, DK, 



20050803 
20051215 
20050201 
20060413 



SE, SI, SK, TR, 

N'E , SN, TD. TG 
20030429 
20030429 
20030429 

NL, SE, MC, PT, 

EE, HU, SK 

20030429 
20030429 
20030429 
20041202 
20050810 
A 20020503 

W 20030429 



OTHER SOURCE(S): MAR PAT 139:381496 

IT 623558-S4-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of thiazolidinones as polo-like kinase-1 

(PLK-l) 

inhibitors) 
RN • 623558-84-9 HCAPLUS 

CN Benzenepropanethioamide, a-cyano-N- ethyl -p-oxo- (9CI) (CA 
INDEX NAME) 



if r ii 



Ph~ C- CH- C- NHEt 
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kA 0 , 



AB The present invention relates to ami no (monocyclic aroyl ) pyridinones 
(shown 

as I; variables defined below; e.g. 5-benzoyl-i- (2-methoxyethyl) -6- I (2- 
methoxyethyl) amino] -2 (1H) -pyridinone) , processes for their preparation, 

and 

their use in medicaments, especially for the treatment of COPD and 
asthma. IC50 

values are tabulated for inhibition of p38 map kinase by 8 examples of I, 
e.g. 0.202 for 6-amino-5-benzoyl-l-phenyl -2 (1H) -pyridinone. For Is 
Rl - H, Cl-C8-alkyl, C6-C10-aryl, heteroaryl. C3 -C8-cycloalkyl or 
heterocyclyl, wherein Cl-C8-alkyl, C6-C10-aryl, heteroaryl, heterocyclyl 
or C3-C8-cycloalkyl can be substituted with 0 to 3 substituents; R2 - H, 
amino, mono- or diCl -C6 - alkylamino, C3 -C8 -cycloalkylamino, 
C6-C10-arylamino, Cl-CS-alkyl, C6-C10-aryl, heteroaryl, C3 -C8 -cycloalkyl 
or heterocyclyl, wherein mono- or diCl-C6-alkylamino, C3-C8- 
cycloalkylamino. C6 -ClO-arylamino, Cl-C8-alkyl, C6-C10-aryl, heteroaryl, 
heterocyclyl or C3 -C8-cycloalkyl can be substituted with 0 to 3 
substituents. R3 • H or CI -C6 -alkyl ; R4 » -COR4-1, wherein R4-1 - 
C6-C10-aryl or heteroaryl; with the proviso that Rl, R2 and R3 are not H 
at the same time; addnl . details are given in the claims. More than 100 
example prepna . and/or characterization data of intermediates and 155 of 



I 



are included. For example, 5-benzoyl-l- (2-methoxyethyl) -6- ( (2- 
methoxyethyl) amino] -2 (1H) -pyridinone (22 %) was prepared from 
3, 3-bis ( (2-methoxyethyl ) amino] -l-phenyl-2-propen-l-one (0.61 mmol) , 
propiolic acid (0.92 mmol) and 
[ (lH-imidazol-l-yl)carbonyl] - 1H- imidazole 
(1.10 mmol) . 

2003:737727 HCAPLUS 
139: 261170 

Preparation of amino (monocyclic aroyl ) pyridinones 



ACCESSION NUMBER 
DOCUMENT NUMBER : 
TITLE: 
that 



INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE : 



DOCUMENT TYPE: 
LANGUAGE : 



inhibit p38 map kinase for use as antiinflammatory 
agents 

Alonso-Ali ja, Cristina; Michels, Martin; Schirok, 
Hartmut; Schlemmer, Karl -Heinz,- Bell, John; 
Fitzgerald, Mary F.; Dodd, Sara; Gill, Andrew 
Bayer Aktiengesel 1 schaf t , Germany 
PCT Int. Appl . , 198 pp. 

CODEN: PIXXD2 , 

Patent 

English 
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20021125 
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MARPAT 139:261170 
56617-74-4, N-Methyl-3 -oxo-3 - phenyl propanethioamide 
RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of amino (monocycl ic aroyl) pyridinones that inhibit p38 



kinase for use as antiinflai 
56617-74-4 HCAPLUS 

Benzenepropanethioamide, N-methyl -p-oxo 



tory agents) 
(9CI) 



Ph- C- CH 2 - C— NHMe 
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AB Mixts. of 3 -benzoylated and 3 -unsubstituted 6 -hydroxypiper idine-2 - thione 
derivs. were formed in the reaction of benzoyl (acetyl ) thioacetamides 

with 

ot, (t-unsatd . aldehydes in refluxing ethanol in the presence of 
catalytic amts. of triethylamine . A mechanism for the debenzoylat ion was 
proposed. Derive, of 6H-thiopyran were obtained when an analogous 
reaction was carried out in refluxing pyridine. The structures of all 
compds. were determined with the aid of ID NMR <1H, 13C, 13C-DEPT- 135) 
and 2D 

1H, 1H NOESY, 13C, 1H COSY) spectroscopy. 
2003:406299 HCAPLUS 
139:230588 

Reactions of P-keto thioamides with 
a.p-unsaturated aldehydes. Synthesis of 
6-hydroxypiperidine-2-thiones and 6H-thiopyrans 
Jagodzinski. Tadeusz S.; Sosnicki, Jacek G . ; 
Wesolowska, Aneta 

Department of Organic Chemistry, Technical University 
of Szczecin, Szczecin, PL-71065, Pol. 
Tetrahedron (2003), 59(23), 4183-4192 
CODEN: TETRAB; ISSN: 0040-4020 
Elsevier Science. Ltd. 
Journal 
English 

CAS REACT 139:230588 
56617-74-4 56617-75-5 

RL; RCT (Reactant); RACT (Reactant or reagent) 

(reactions of P-keto thioamides with <i.p-unsatd. 
aldehydes) 
56617-74-4 HCAPLUS 

Benzenepropanethioamide, N-methyl -P-oxo- (9CI) (CA INDEX NAME) 



NMR (1H, 1H COSY 
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II II 
Ph- C- CH 2 — C— NHMe 

RN 56617-75-5 HCAPLUS . 

CN Benzenepropanethioamide, N- ethyl -|l-oxo- (9CI) (CA INDEX NAME) 



r if 

Ph-C-CH 2 -C-NHEt 
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Entered STN: 29 Oct 2002 

In the search "for new active bis-p-aminoketones, a series of compds . 
was synthesized by aminomethylation of p-substituted 1, 6 -bisaryl-1 , 6- 
hexanediones and 1 , 8-bisaryl- 1, 8-octanediones with ethylamine or 
tert -butyl amine . The 1 , 6-bisaryl -2, 5-bis (aminomethyl) - 1 , 6-hexanedione 
dihydrochlorides are stable crystalline substances, whereas many of the 
1, 8-bisaryl-2, 7-bis (aminomethyl) -l, 8 -octanedione dihydrochlorides are 
hygroscopic. The 1, 6-bisaryl-2, 5-bis (aminomethyl) -1, 6-hexanedione 
dihydrochlorides administered in a dose of 10 mg/kg exhibited neither 
analgesic nor antiinflammatory activity. All compds. introduced 
intracutaneously in the form of 2% solna. produced pronounced local 
irritant action. Most of the 1 , 6-bisaryl -2, 5-bis (aminomethyl > -1 , 6- 
hexanedione dihydrochlorides showed local anesthetic activity according 



the conduction anesthes 

anesthesia test. 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



test, but had no effect in the Burface 



2002:822385 HCAPLUS 
139:95218 

Synthesis and pharmacological activity of 
1,6 -bisaryl -2, 5-bis (aminomethyl) -1,6 -hexanedione 
dihydrochlorides. Synthesis of 1, 8-bisaryl-2, 7- 
bis (aminomethyl) -1, 6-octanedione dihydrochlorides 
Agababyan, A. G.; Gevorgyan, G. A.; Sarkiayan, Dz. 

Tumadzhyan, A. E. 

Mndzhoyan Institute of Fine Organic Chemistry, 
National Academy of Sciences of Armenia, Yerevan, 
Armenia 

Pharmaceutical Chemistry Journal (Translation of 
Khimiko-Farmatsevticheskii Zhurnal) (2002), 36(6), 
292-294 

CODEN: PCJOAU; ISSN: 0091-150X 
Kluwer Academic/Consultants Bureau 
Journal 
English 

560120-18-5P 560120-19-6P 560120-20-9P 
560120-21-OP 

RL: ADV (Adverse effect, including toxicity); PAC (Pharmacological 
activity); SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(synthesis and pharmacol . activity of a ryl (aminomethyl ) hexanedi ones 

synthesis of aryl (aminomethyl ) octanediones in relation to local 
anesthetic activity and toxicity) 
560120-18-5 HCAPLUS 

1, 6 -Hexanedione, 2, 5-bis ( (ethylamino) methyl ) - 1 , 6 -bis (4 -methoxyphenyl ) - , 
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#2 HC1 

RN 560120-19-6 HCAPLUS 

CN 1, 6-Hexanedione, 1, 6-bia (4 -ethoxyphenyl ) -2, 5-bis [ (ethylamino)methyl] - , 
dihydrochloride (9CI) (CA INDEX NAME) 





• 2 HCl 



IT S60120-17-4P 560120-22-1P 

RL: ADV (Adverse effect, including toxicity); SPN (Synthetic 
preparation) ; 

BIOL (Biological otudy) ; PREP (Preparation) 

(synthesis and Pharmacol, activity of aryl (aminomethyl ) hexanediones 

and 

synthesis of aryl (aminomethyl ) octanediones in relation to local 
anesthetic activity and toxicity) 
RN 560120-17-4 HCAPLUS 

CN 1,6-Hexanedione, 2 , 5-bis [ (ethylamino) methyll -1 , 6-diphenyl - , 
dihydrochloride <9CI) (CA INDEX NAME) 



RN 560120-20-9 HCAPLUS 

CN 1, 6-Hexanedione, 2, 5 -bis [ (ethylamino) methyl) - 1 , 6 -bis ( 4 -propoxyphenyl ) - 
dihydrochloride (9CI) (CA INDEX NAME) 



2 — NHEt CH2-NHE1 
CH 2 - CH 3 - CH- 



#2 HCl 

RN 560120-21-0 HCAPLUS 

CN 1, 6-Hexanedione, 1 , 6 -bis (4 -butoxyphenyl ) -2 , 5-bis [ (ethylamino) methyl] - 
dihydrochloride (9CI) (CA INDEX NAME) 



0 CH 2 -NHEt CH 2 ~ NHEt 

Ph- C~ CH- CH 2 ~ CH 2 ~ CH— jp Ph 
0 



• 2 HCl 



RN 560120-22-1 HCAPLUS 
CN 1,6-Hexanedione, 

2, 5-bis [ (ethylamino)methyll -1. 6-bis [4- (pentyloxy) phenyl] - 
, dihydrochloride (9CI) (CA INDEX NAME) 

Me- <CH 2 )4-Ov v ^ rN ^ _ CH 2 — NHEt CH 2 -NHEt 

T iL 1 ' ' ' 

C- CH- CH 2 - CH 2 - CH- C [fj^ 



O- (CH 2 ) 4 -Me 



• 2 HCl 
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560120-29-8P 560120-30-1P S60120-31-2P dihydrochloride (9CD (CA INDEX NAME) 

560120-32-3P 560120-33-4P 560120-34-5P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(synthesis and phartnacol . activity of aryl (aminomethyl ) hexanediones 

^^^N 0 CH 2~NHEt CH 2 — NHEt 
synthesis of aryl (aminomethyl ) octanediones in relation to local T 1 1 || | [ 

anesthetic activity and toxicity) — C~ CH— ( CH 2 ) 4 — CH — C 

560120-29-8 HCAPLUS 

l, 8-Octanedione, 2, 7- bis [ (ethylamino) methyl) -1,8 -diphenyl- , 
dihydrochloride (9CI) (CA INDEX NAME) 



TtX 



O CH 2 — NHEt CH 2 _ NHE 
Ph- C~ CH" (CH 2 ) 4 -CH-C-P 



560120-33-4 HCAPLUS 

1, 8-Octanedione, 1 , 8 -bis (4 -butoxyphenyl ) -2 , 7 -bis ( (ethylamino) methyl ] - 
dihydrochloride (9CI) (CA INDEX NAME) 



• 2 HCl 

RN 560120-30-1 HCAPLUS 

CN 1, 8-Octanedione, 2, 7 -bis [ (ethylamino) methyl ] - 1 , 8 -bis ( 4 -methoxyphenyl ) - 
dihydrochloride (9CI) (CA INDEX NAME) 



0 CH 2 — NHEt CH 2 — NHEt 
^ J> C- CH- ( CH 2 > 4 - CH" f, || 



• 2 HCl 

RN 560120-31-2 HCAPLUS 

CN 1, 6 -Octanedione, 1, 8-bis (4 -ethoxyphenyl ) -2, 7-bis ( (ethylamino) methyl) - 
dihydrochloride (9CI) (CA INDEX NAME) 



~04 



CH 2 — NHEt CH 2 — NHEt 



C— CH- (CH 2 ) 4 — CH— 



4 ~t<x 



C-CH- (CH 2 )4~CH— 



rtx 



• 2 HCl 



RN 560120-34-5 HCAPLUS 
CN 1,8-Octanedione, 

2, 7-bis ( (ethylamino) methyl] -1, 8-bis [4- (pentyloxy) phenyl} - 
, dihydrochloride (9CI) (CA INDEX NAME) 

Me- (CH 2 )4-Ov v ^ ; r^ 0 ch 2 — NHEt JJH 2 — NHEt 

L^JI C-CH- (CH 2 )4-CH-^C— [f^J^ 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to a new multi-step process for preparing 

(1) -trans-4-p-f luorophenyl -3 -hydroxymethyl -1 -methylpiperidine 
l(±)-I], an important intermediate in the preparation of the well-known 
antidepressants paroxetine and omiloxetine. The invention also relates 
to: (1) various novel intermediates formed in the new preparation of 

(±)-I. 

(2) methodB for preparing these new intermediates, and (3) the use of 
either 

the new intermediates or derived (±)-I for preparing paroxetine or 
omiloxetine. The new method avoids a host of specific problems which 
occur in several existing methods of preparing (±)-I. In particular, 3 
functional groups are simultaneously reduced, providing the desired trans 
atereochem. in I directly, and avoiding the need for further 
epimerization 

steps. For instance, Mannich reaction of p- f luoroacetophenone with 
PhCH2NHMe . HC1 and paraformaldehyde gave 84* of novel intermediate II.HC1. 
Hydrogenolytic debenzylation of the latter (96%) and amidation of the 
resultant novel secondary amine with ClCOCH2C02Me (88%) gave the new 
intermediate ester III. Base-catalyzed cyclization of III using MeONa in 
MeOH gave, depending upon conditions, pyridinone IV (82*) or a 1:1 
mixture 

of IV and its double-bond isomer V (90*). Reduction of IV and/or V 
using, 

e.g.. LiAlH4 in THF, gave (±)-I without contamination by epimers, in 
good (65%) yield. 
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Novel process for preparing (t) -trans-4- (p- 
f luorophenyl) -3- (hydroxymethyl) - 1 -methylpiperidine. 
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1 -aminoalkanones 

begins differently - with 3 , 4 -dihydroxylation followed by lactamization 

of 

the piperidinediols . 
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halogeno, 

Cl-6 alkyl, or the like; n is 0, 1 or 2; R4 and R5 are each hydrogen, 

Cl-6 

alkyl, Cl-6 alkoxy, or the like, or alternatively they may be united to 
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or the like) are prepared 
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> 5-yl) -4- (methylsulfonyl ) phenyl ] -3-oxopropanenitrile at 250 g/ha gave 80% 
to 89* control of Abutilon avicennae. 
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WO 2001049676 




AB The invention relates to piperidine-substituted «- or H-amino 

ecids [(I); R ■ (un)saturated lun) substituted heterocycle; Rl ■ Ph, 
naphthyl , 

(un) substituted heterocycle; R2 - H, alkyl; A, Al - H; when one of A or 

Al 

- H, the other « NH2, 1 , 4 ' -bipiperidyl , alkylamino, N (R3 } (Z-R4 ) (forming 
(substituted) u- or p-omino acid): R3 - H ( alkyl; Z « C(O), 
S02; R4 - alkoxy, amino, (di ) alkylamino, substituted heterocycle! their 
tautomers, diastereomers, enantiomers, mixts . , and to their salts, in 
particular, their physiol . compatible salts with inorg. or organic acids 

or 

bases, which comprise valuable Pharmacol, properties, in particular, 
CGRP-antagonistic properties. The invention also relates to medicaments 
containing these compdB . . to their use and to methods for the production 
thereof; 

formulations were given. Preparation of fragments C02HC (R2 ) AC (0) Rl , and 

A or 

Al substituents were given. Thus (R.S) -4 - {4-amino-3, 5 -dibromophenyl ) -2- 
[ ( 1, 1-dimethylethoxy carbonyl > methylamino] -4 -oxo-butanoic acid was 
reacted 

with 3- (piperidinyl) -1,3,4, 5-tetrahydro- 1 , 3 -benzodiazepin-2 (2H) -one to 

give I (R - 1 , 3 , 4, 5-tetrahydro-l, 3 -benzodiazepin-2 (2H) -one ; Rl ■ 

4 -ami no -3 , 5 -dibromophenyl ; R2 - H; A - (1 , 1-dimethylethoxy 

carbonyl) methylamino; Al » H) . In in vitro tests using SK-N-MC cells as 

teBts of human CGRP-receptor binding affinity, I had IC50 £10000 

nM, and acted as CGRP antagonists at dosages between 10-11 - 10-5 M. 
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Title compds. {I; R - H. OH, bond; Rl, R2 - H, alkyl, aryl , aralkyl; R3 - 
H, OH, NH2, halo, alkyl, alkenyl, aryl, aralkyl, 0R7, etc.; R4-R6 - H, 

cyano, halo, alkyl, aryl, heterocyclyl; aralkyl, heterocyclylalkyl , OR7, 
SR7. etc.; R7 - alkyl, aryl, aralkyl; R12 - H, alkyl, cycloalkyl, aryl. 
aralkyl], were prepared Thus, 1- (3 -methoxyphenyl) -3-phenylpropan-l-one 
(preparation given) was heated with paraformaldehyde iminium salt and 
dimethylamine hydrochloride in MeCN at 60° to give 83% 

2 -benzyl -3 -dimethylamino- 1- < 3 -methoxyphenyl ) propan- l-one hydrochloride. 
Tested I at 10 mg/kg i.v. in mice gave 62-1001 inhibition of 
phenylquinone-induced writhing. 
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IT 321749-42-2P 321749-43-3P 321749-48-8P 
321749-49-9P 321749-50-2P 321749-51-3P 

RL: BAC (Biological activity or effector, except adverae) ; BSU 
(Biological 

study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) .- 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 3 -amino- 2 -benzyl - 1 -phenylpropanes as drugs) 
RN 321749-42-3 HCAPLUS 

CN 1-Propanone. 1- (3 -methoxyphenyl ) -2- [ (methylamino) methyl ) -3 - (2- 
methylphenyl) - (SCI) (CA INDEX NAME) 
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J^>— C- CH— CH 2 — 



RN 321749-49-9 HCAPLUS 

CN 1-Propanone, 3- (3-f luorophenyl) -1- ( 3 -methoxyphenyl ) -2- 

[ (methylamino) methyl) -, hydrochloride (9CI) (CA INDEX NAME) 



yK^— C- CH— CH 2 — 1^ 



RN 321749-50-2 HCAPLUS 

CN i-Propanone, 3- (3-f luorophenyl) -1- (3 -hydroxyphenyl) -2- 
[ (methylamino) methyl) - (9CI) (CA INDEX NAME) 



OMe CH 2 — NHMe 

f\\\ "V} 

C- CH- CH 2 — 



CH 2 — NHMe 



RN 321749-43-3 HCAPLUS 

CN 1-Propanone. 1- (3 -methoxyphenyl ) -2- I (methylamino) methyl ) -3- (2- 
methylphenyl)-, hydrochloride (9CI) (CA INOEX NAME) 



RN 321749-51-3 HCAPLUS 

CN 1-Propanone, 3- (3-f luorophenyl) -1- (3 -hydroxyphenyl ) -2- 

( (methylamino) methylj -. hydrochloride (9CI) (CA INDEX NAME) 



OMe CH 2 — NHMe 
l^X* C-CH-CH2 <^ 



^ CH 2 - CH- 



• HC1 



• HC1 



321749-48-8 HCAPLUS 

1-Propanone, 3- (3 - f luorophenyl ) -1- (3 -methoxyphenyl ) -2- 
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AB Fluoxetine-HCl was prepared by seven different synthetic routes, all 

previously reported. The major impurities in each route were identified 
by GC/MS, HPLC/MS, and gradient HPLC anal. Impurities were classified as 
being derived from impurities in 4 -chlorobenzotr if luoride , those arising 
during the SNAr reaction of this compound and 3 -methylamino- 1 - 
phenylpropanoi , and those arising during the synthesis of this ale. 
Fifteen impurities belonging to the latter two categories were 

identified, 

and their structures were confirmed by synthesis of authentic material 

for 

most of the compda . It was found that a variety of anal, tools was 
needed 

for complete characterization of the impurity profile of fluoxetine HCl 
and that purification of the intermediate and recrystn. of the drug 
itself are 

highly effective in minimizing the levels of the impurities. 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 



2000:6832S2 HCAPLUS 
134:21369 

Identification and Comparison of Impurities in 
Fluoxetine Hydrochloride Synthesized by Seven 
Different Routes 

Wirth. David D. ; Miller, Marybeth S.; Boini, Sathish 
K. ; Koenig, Thomas M. 

Lilly Research Laboratories, Eli Lilly and Co., 
Lafayette, IN, 47909-9201, USA 
SOURCE: Organic Process Research & Development (2000), 4(6), 

513-519 

CODEN : OPRDPK; ISSN: 1083-6160 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE : Eng 1 i s h 

IT 27152-62-1P 

RL: BYP (Byproduct); PREP (Preparation) 

(impurities in fluoxetine hydrochloride synthesized by seven different 
routes) 
RN 27152-62-1 HCAPLUS 

CN 1-Propanone, 3- (methylamino) -1-phenyl- (9CI) (CA INDEX NAME) 



Ph- C- CH 2 - CH 2 - NHMe 
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4 -Morpholinocoumarin was obtained in the reaction of 4-(2- 
hydroxythiobenzoyljmorpholine with Et bromoacetate in the presence of 

and NEt3 . Analogous reactions of 3-keto thioamides with Et bromoacetate 
and Et 2-bromopropionate, carried out in THF or acetone, yielded cyclic 
deriva . of N-substituted 2-acylmethylidene-l, 3-thiazolidin-4-ones . In 

reaction with Et 3 -bromopropionate only s-alkylation of the thioamide was 
observed The reaction of the indandione-derived thioamides with Et 
bromoacetate in acetone gave the condensation products of 
2-acylmethylidene-l, 3-thiazolidin-4 -ones with acetone. 

2-Acylmethylidene-l,3-thiazolidin-4-ones condensed with benzaldehyde to 
give the 5-benzylidene derivs. 
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2000:558201 HCAPLUS 
133 : 261742 

Reactions of secondary |l-ketothioamides with 
ethyl bromoacetate and ethyl 2-bromopropionate. The 
synthesis of N-substituted 2-acylmethylidene-l. 3- 
thiazolidin-4-ones 

Jagodzinski, T. S.; Wesolowska, A.; Sosnicki, J. G. 
Department of Organic Chemistry, Technical University 
of Szczecin, Szczecin, 71-065, Pol. 

Polish Journal of Chemistry (2000), 74(8), 1101-1114 
CODEN: PJCHDQ; ISSN: 0137-5083 
Polish Chemical Society 
Journal 
English 

CASREACT 133:281742 
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by 
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Entered STN : 11 Aug 2000 

The carboxylic groups of horseradish peroxidase were modified by 
l-cyclohexyl-3- (2-morpholinoethyl)carbodiimide metho-p-toluenesulfonate 

the Koahland method. The catalytic properties of the native and modified 
peroxidase were studied in the presence of N-ethylamide of 
o-sulfobenzoylacetic acid { EASBA) at pH 5.0-7.5. In the oxidation of 
o-dianisidine, EASBA is a competitive inhibitor of the 

carbodiimide-modified peroxidase, and it increases both Km and Vm in the 
case of the native enzyme. These data show that at least one of the 
carboxylic groups modified with carbodiimide is located at the area of 

peroxidase active site. 
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2000:552386 HCAPLUS 
133:392793 

Inhibition of horseradish peroxidase by N-ethylamide 
of o-sulfobenzoylacetic acid 

Rogozhin, V. V.; Kutuzova, G. D. ; Ugarova, N. N. 
Yakutsk State Agricultural Academy, Yakutsk, 677003, 
Russia 

SOURCE: Russian Journal of Bioorganic Chemistry (Translation 

of Bioorganicheskaya Khimiya) (2000), 26(2), 138-141 
CODEN: RJBCET ; ISSN; 1068-1620 

PUBLISHER: MAIK Nauka/lnterperiodica 

DOCUMENT TYPE: Journal 

LANGUAGE: English 
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study, unclassified) ; BIOL (Biological study) 

(inhibition of horseradish peroxidase by N-ethylamide of 
sulfobenzoylacetic acid) 
RN 103383-39-7 HCAPLUS 

CN Benzenesulfonic acid, 3 - {3 - (ethylamino) - 1, 3 -dioxopropyl] - (9CI) (CA 
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ED Entered STN : 27 Dec 1999 



_, R 3 
X-Y— Z I 



O- (CH 2 )n-Me 



water is supplied to an exposed photosensitive material using a spray or 
an elastic porous substance impregnated with water, wherein the 
photosensitive material contains photosensitive Ag halide, a binder, 
anilide I (Rl, R4 - H, substituent; A - OH, amino; X - CO, SO, S02, PO; Y 
- divalent group; Z - nucleophilic group), and a compound forming a 
diffusible pigment by reaction with oxidized I. The method prevents 
dissoln. of the enema, of the material into H20. The diagrams of the 
water supplying apps . are given. 
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1999:814652 HCAPLUS 
132:71429 

Image formation using heat development photosensitive 
material 

Taguchi, Keiichi 

Fuji Photo Film Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 72 pp . 

CODEN: JKXXAF 

Patent 

Japanese 
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material) 
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LANGUAGE : 
IT 223916-45-8P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; 
(Reactant or reagent) 

(regio- and stereoselective photocycloaddns . of heterocycle diones and 
aroyl migration in photolysis of benzoylarylpyrroledione) 
RN 223916-45-8 HCAPLUS 

CN 2-Butenamide, 3 -benzoyl -2, 4 -dihydroxy-N-methyl -4 - (methylamino) -4-phenyl- 
(9CI) (CA INDEX NAME) 



I 7 



c-c 
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OH R IV 



AB Photocyclization of the heterocyclic 2,3-diones I (X - O, S, NH, NMe) 
with . 

electron rich alkenes affords regio- and stereoselectively the [2+2] 
adducto II (R - OAc, Ph, OEt) . From I (X - S) . with benzophenone as 
photosensitizer, the Paterno-Buchi adduct III was also obtained. 
Similarly, with phenylethyne the didehydro derivs. of II (R ■ Ph) were 
formed in moderate to low yields and, in case of I (X » NH) , an azepinone 
was the only produce. Irradiation of I (X - NPh, 4-MeC6H4N) with 
EtOCH:CH2 

gave the furo [3 , 2-c] pyrrolones IV (R - Ph, 4-MeC6H4) via an unexpected 



-benzoyl 
based on x-r 
ACCESSION NUMBER: 
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DOCUMENT TYPE: 
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iy anal . 



Structural elucidation of all ring systems is 

1999:176586 HCAPLUS 
130:325096 

Reactions of cyclic oxalyl compounds. 41. Regio- and 
stereoselective photocycloaddi tions of heterocyclic 
2,3-diones - evidence for an unexpected 1,2 -aroyl 
migration 

Kollenz. G. ; Terpet8Chnig, E . ; Sterk, H. ; Peters, K. ; 
Peters, E.-M. 

Institute for Organic Chemistry, Karl-Franzens 

University Graz, Graz, A-B010, Austria 

Tetrahedron (1999), 55(10), 2973-2984 

CODEN: TETRAB; ISSN: 0040-4 020 

Elsevier Science Ltd. 

Journal 
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AB Asym. hydrogenation of PhC0CH2C0NHMe under 200 psi of hydrogen pressure 

in 

the presence of a chiral BINAP-ruthenium (II ) catalyst furnished (R) - or 
(S) -PhCH{0H)CH2C0NHMe as the single enantiomer. The product can be used 
as an intermediate for chiral fluoxetine. 

ACCESSION NUMBER: 1998:3 95523 HCAPLUS 

DOCUMENT NUMBER: 129:135958 

TITLE: The synthesis of a chiral fluoxetine intermediate by 

catalytic enantioselective hydrogenation of 
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AUTHOR(S): Huang, Hsiang-Ling; Liu, Lee Tai ; Chen, Shyh-Fong; 

KU, 

Hao 

CORPORATE SOURCE: Development Center for Biotechnology, Taipei, Taiwan 

SOURCE: Tetrahedron: Asymmetry (1998), 9(10), 1637-1640 

CODEN: TASYE3; ISSN: 0957-4166 
PUBLISHER: Elsevier Science Ltd. 

DOCUMENT TYPE: Journal 
LANGUAGE: English 
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RL: RCT (Reactant); SPN' (Synthetic preparation); PREP (Preparation); RACT 
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(preparation of a chiral fluoxetine intermediate by catalytic 
enantioselective hydrogenation of benzoylacetamide) 
RN 197852-01-0 HCAPLUS 
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AB Gradient HPLC and gas chromatog. were applied as screening methods for 

determination of impurities in fluoxetine HC1 drug substances and 
formulated 

products from multiple sources. NMR spectroscopy was also used for' 
identification of excipients and some residual solvents. Thirty 
potential 

impurities and excipients were investigated. Several impurities were 
observed in generic products using gradient HPLC that were not detected 

with 

isocratic pharmacopeial methods for fluoxetine HC1 . Anal, of drug 
substance samples and capsule formulations from many different suppliers 
showed a wide variation in quality which, in many cases, would go 
undetected using isocratic methods. The quality of the innovator's 
product and some generic samples was high, but many generic samples 
contained high levels of impurities. A new impurity. N-benzyl 
fluoxetine, 

was observed in some generic samples at levels as high as 0.9*. The 
gradient 

HPLC method waB also used for stability studies and established that 
generic capsules formulated with lactose were less stable under 
accelerated conditions than those formulated without lactose. 
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1998:26204 HCAPLUS 
128 : 132529 

Screening methods for impurities in mul ti -sourced 
fluoxetine hydrochloride drug substances and 
formulations 

Wirth, D. D. ; Olsen, B. A.; Hallenbeck, D. K. ; Lak 

M. E . ; Gregg, S. M . ; Perry, F. M. 

Lilly Research Laboratories, Eli Lilly Co., 
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Journal 
English 
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AB incubation of the fungus Mortierella isabellina NRRL 1757 with 

3 -oxo-3 - phenyl propanamide, 3 -oxobutanamide. and with some of their 
N-alkyl 

derive, afford the corresponding (S) -3-hydroxyamides , usually in high 
chemical yields and enantiomeric excesses. 
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1997:686376 HCAPLUS 
127 :330950 

Enantioaelective reduction of P-keto amides by 
the fungus Mortierella isabellina 

Ouiros, Margarita; Rebolledo, Francisca; Liz, Ramon; 
Gotor, Vicente 

Laboratorio de Quimica Bioorganica, Facultad de 
Ouimica, Universidad de Oviedo, Oviedo, 33071, Spain 
Tetrahedron: Asymmetry (1997), 8(18), 3035-3038 
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Elsevier 
Journal 
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A thin layer chromatog. method to examine the related substances 
(m-methylaminophenylpropanone, N-methyl- 3 -hydroxy-3-phenylpropane, 
etc) from the synthetic process of fluoxetine hydrochloride was 
established. 

1997:684913 HCAPLUS 
127:2B3475 

TLC examination of related substances in fluoxetine 
hydrochloride 
Gao, Damin,- Wang, Aimin 

Shanghai Institute of Pharmaceutical Industry, 
Shanghai, 200437, Peop. Rep. China 

Zhongguo Yiyao Gongye Zazhi (1997), 28(4), 175-177 
CODEN: ZYGZEA ; ISSN: 1001-8255 
Zhongguo Yiyao Gongye Zazhi Bianjibu 
Journal 
Chinese 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE i 

AUTHOR (S) : 
CORPORATE SOURCE: 

SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
IT 27152-62-1 

RL: ANT (Analyte) ; ANST (Analytical Btudy} 

(determination of fluoxetine impurities by TLC) 
RN 27152-62-1 HCAPLUS 

CN 1-Propanone, 3- (methyl ami no) -1 -phenyl- (9CI) (CA INDEX NAME) 



Ph- C- CH 2 - CH 2 ~ NHMe 



L21 ANSWER 3 4 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN 
ED Entered STN: 12 Jun 1997 

AB The addition reaction of o>-bromoacetophenone to aldimines R1CH:NR2 (Ri 
- Ph, 2-C1C6H4, 4-02NC6H4, 4-MeC6H4, 4-MeOC6H4; R2 - Ph, 2-MeC6H4, Me, 
n-Bu) by indium metal in THF-H20 gave P-amino ketones 
RICH (NHR2 ) CH2C0Ph . 

1997:366757 HCAPLUS 
127:81201 

Indium-mediated addition of a-bromo ketone to 
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Journal 
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Drugs containing a P-oxo-P-benzenepropane-thioamide derivative 
represented by general formula (I; Rl and R2 represent each independently 
Cl-6 alkyl, or Rl and R2 bind to each other to form C2-5 alkylene; R3 and 
R4 represent each independently hydrogen, halogeno, Cl-6 alkyl, Cl-6 
alkoxy, tri f luoromethyl , cyano, nitro, C2-6 dialkylamino or imidazolyl, 
optionally having one or more substituents selected from Cl-6 alkyl, Cl-6 
alkoxy and halogeno) as the active ingredient are useful in the treatment 
and prevention of kidney diseases, diseases caused by the proliferation 

smooth muscle fibers and heart diseases. 
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181238-04-0 1B1238-05-1 181236-06-2 

181238-09-5 
181238-12-0 
181238-15-3 
181238-16-6 
181238-21-1 
181238-24-4 



(Continued) 



18123B-07-3 1B1238-08- 
181238-10-8 181238-11- 
181236-13-1 161238-14- 
181236-16-4 1B1238-17- 
181238-19-7 181238-20- 
181238-22-2 181238-23- 
181238-25-5 181238-26-6 181238-27-7 
181238-28-8 181238-29-9 181238-30-2 
181238-31-3 161238-32-4 181238-33-5 
161238-34-6 181238-35-7 181238-36-8 
181238-37-9 181238-38-0 181238-39-1 
181238-40-4 181238-41-5 181238-42-6 
181238-43-7 181238-44-8 181238-45-9 
181238-46-0 181238-47-1 181238-4.8-2 

161238- 49-3 181238-50-6 181238-51-7 
181238-52-8 181238-53-9 181238-54-0 
161233-55-1 181238-56-2 181238-57-3 
181238-58-4 181238-59-5 181238-60-8 

161239- 39-4 181239-40-7 

RL : TKU (Therapeutic use); BIOL .(Biological study); USES (UBes) 
(cardiovascular and renal agents contg. B-oxo-B- 
benzenepropanethioamide derivs . ) 

56617-74-4 HCAPLUS 

Benzenepropanethioamide, N-methyl -B-oxo- (9CI) (CA INDEX NAME) 



Ph-C-CH 2 -C-NHMe 



150515-00-7 HCAPLUS 
Benzenepropanethioamide, 
(CA INDEX NAME) 



, 4-tetramethyl-B-oxo- (9CI) 
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XT' 



i r if 



RN 150515-01-6 HCAPLUS 

CN Benzenepropanethioamide, 4 -methoxy-N,u, u-trimethyl-p-oxo- 
(9CI) (CA INDEX NAME) 



XX 



C— C— C— NHMe 



T 



RN 150515-03-0 HCAPLUS 

CN Benzenepropanethioamide, 4-f luoro-N.a,a-trimethyl-B-oxo- 
(9CI) (CA INDEX NAME) 



Xf ~ 



C-C-C- NHMe 



RN 150515-04-1 HCAPLUS 

CN Benzenepropanethioamide, 4 -bromo-N, a, u-trimethyl- 
(9CI) (CA INDEX NAME) 



XT' 



-c-c 



RN 150515-05-2 HCAPLUS 

CN Benzenepropanethioamide, 4 -cyano-N, a, a-trimethyl -B-oxo- 
(9CI) (CA INDEX NAME) 



L21 ANSWER 35 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



XT' 



C C C NHMe 



T 



RN 150515-06-3 HCAPLUS 

CN Benzenepropanethioamide, 4- ( 1H- imidazol - 1 -yl ) -N, ti , a - triroethyl - 
B-oxo- (9CI) (CA INDEX NAME) 




0 Me S 



RN 150515-07-4 HCAPLUS 

CN Benzenepropanethioamide, 3-fluoro-N,ci,a-trimethyl-8-oxo- 
(9CI) (CA INDEX NAME) 



XX TI 

irr 



RN 150515-06-5 HCAPLUS 

CN Benzenepropanethioamide, 3-chloro-N,«,u-trimethyl -B-oxo- 
(9CI) (CA INDEX NAME) 



XXja 



rr 

O Me 



RN 150515-09-6 HCAPLUS 

CN Benzenepropanethioamide. N,u, a, 3 -tetramethyl -B-oxo- (9CI) 
(CA INDEX NAME) 



L21 ANSWER 35 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



XX TI. 



RN 150515-10-9 HCAPLUS 

CN Benzenepropanethioamide, 3 -methoxy-N, a, u-trimethyl-P-oxo- 
(9CI) (CA INDEX NAME) 



iXll 



RN 150515-11-0 HCAPLUS 

CN Benzenepropanethioamide, 3- ( 1H- imidazol - 1 -yl) -N.tx.a-trimethyl- 
B-oxo- (9CI) (CA INDEX NAME) 



TI 



RN 150515-12-1 HCAPLUS 

CN Benzenepropanethioamide, 3- (2-iodo-lH-imidazol-l-yl> -N,a,a- 
trimethyl-p-oxo- (9CI) (CA INDEX NAME) 



Or 



TI 



-C-C— NHMe 



RN 150515-13-2 HCAPLUS 

CN Benzenepropanethioamide, N, «, a- trimethyl -3 - (2 -methyl - 1H- 
imidazol-l-yl) -B-OXO- (9CI) (CA INDEX NAME) 
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RN 150515-14-3 HCAPLUS 

CN Benzenepropanethioamide, 3- (IH-imidazol-l-yl) -4 -methoxy-N, u.u- 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 




Me 0 



RN 150515-15-4 HCAPLUS 

CN Benzenepropanethioamide, 4-ethoxy-3- (IH-imidazol-l-yl) -N,a,u- 
trimethyl-P-oxo- (9CI) (CA INDEX NAME) 




Me 0 



RN 150515-16-5 HCAPLUS 

CN Benzenepropanethioamide, 2- ( ih- imidazol - 1-yl ) -N, u, u- trimethyl - 
P-OXO- <9CI) (CA INDEX NAME) 




RN 150515-17-6 HCAPLUS 

CN Benzenepropanethioamide, N.a,«-trimethyl-2- [2- ( l-methylethyl ) - 
1H- imidazol -1-yl) -p-oxo- (9CI) (CA INDEX NAME) 




RN 150515-19-8 HCAPLUS 

CN Benzenepropanethioamide, «.a-diethyl -4 - (IH-imidazol-l-yl) -N- 
methyl -p-oxo- (9CI) (CA INDEX NAME) 




0 Et 



RN 150515-59-6 HCAPLUS 

CN Benzenepropanethioamide, 3- (2 - iodo- 1H- imidazol - 1 -yl ) -4-methoxy- 
N,«,a-trimethyl-p-oxo- (9CI) (CA INDEX NAME) 



L21 ANSWER 35 OF 137 HCAPLUS .COPYRIGHT 2006 ACS on STN (Continued) 




Me O 



RN 150515-60-9 HCAPLUS 

CN Benzenepropanethioamide, 4 -methoxy-N, u.a-trimethyl -3 - (2-methyl- 
lH-imidazol- 1-yl) -P-oxo- (9CI) (CA INDEX NAME) 




Me O 



RN 150515-62-1 HCAPLUS 

CN Benzenepropanethioamide, 4-methoxy-3 - (2 -methoxy- 1H- imidazol - 1 -yl ) - 
N,u,u-trimethyl-p-OXO- (9CI) (CA INDEX NAME) 




RN 181237-7B-5 HCAPLUS 

CN Benzenepropanethioamide, N,a-dimethyl -p-oxo- (9CI) (CA INDEX 
NAME) 



IT II 

Ph~ C— CH- C— NHMe 

RN 181237-79-6 HCAPLUS 

CN Benzenepropanethioamide, 4 -f luoro-N, u-dimethyl -p-oxo- (9CI) 



L21 ANSWER 3 5 OF 13 7 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
(CA INDEX NAME) 



IT I 




RN 181237-80-9 HCAPLUS 

CN Benzenepropanethioamide, 4 -methoxy-N, a-dimethyl -p-oxo- (9CI) 
(CA INDEX NAME) 



? T I 




RN 181237-81-0 HCAPLUS 

CN Benzenepropanethioamide, 2- ( IH- imidazol - 1 -yl ) -N, a-dimethyl -p- 
OXO- (9CI) (CA INDEX NAME) 




RN 181237-82-1- HCAPLUS 

CN Benzenepropanethioamide, 3- ( 1H- imidazol - 1 -yl ) -N,«-dimethyl-p- 
oxo- (9CI) (CA INDEX NAME) 




Me O 



RN 181237-83-2 HCAPLUS 

CN Benzenepropanethioamide, 4- ( 1H- imidazol- 1 -yl ) -N,a-dimethyl-p- 
OXO- (9CI) (CA INDEX NAME) 
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26/12/2 0 06, 10525 820e.trn 



L21 ANSWER 3 5 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




O Me 



RN 181237-84-3 HCAPLUS 

CN Benzenepropanethioamide. 3-chloro-4- (lH-imidazol -1-yl) -N,a-dimethyl - 
P-oxo- <9CI) (CA INDEX NAME) 




RN 181237-85-4 HCAPLUS 

CN Benzenepropanethioamide, n-ethyl-4- { 1H - imidazol - 1 -yl ) -N-methyl- 
p-oxo- (9CI) (CA INDEX NAME) 




L21 ANSWER 35 OP 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 181237-86-5 HCAPLUS 

CN Benzenepropanethioamide, 4- (1H- imidazol -1-yl) -N-methyl-a- (1- 
methylethyl) -P-oxo- (9CI) (CA INDEX NAME) 




rr"- 1 




RN 1B1237-87-6 HCAPLUS 

CN Benzenepropanethioamide , 4 - ( 1H- imidazol - 1 -yl ) -N-methyl -p-oxo-a- 
propyl- (9CI) (CA INDEX NAME) 




RN 181237-88-7 HCAPLUS 

CN Benzenepropanethioamide, a- hexyl -N-methyl -p-oxo- <9CI) (CA 
INDEX NAME) 



if 

O C— NHMe 
Ph-C-CH— (CH 2 ) 5 -Me 



L21 ANSWER 35 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 181237-89-8 HCAPLUS 

CN Benzenepropanethioamide, 4-chloro-N,«,u-trimethyl-p-oxo- 
(9CI) (CA INDEX NAME) 



C-C-C- NHMe 



RN 181237-90-1 HCAPLUS 

CN Benzenepropanethioamide, N, «, «- trimethyl -P-oxo-> 
(trif luoromethyl) - (9CI) (CA INDEX NAME) 



C— C- C- NHMe 



T 



RN 181237-91-2 HCAPLUS 

CN Benzenepropanethioamide, N,u, «-trimethyl -4 - (2 -methyl - lH- 
imidazol - 1 -yl ) -Ji-oxo- (9CI) (CA INDEX NAME) 




rnr 



RN 181237-92-3 HCAPLUS 

CN Benzenepropanethioamide, 4 - (2-ethyl - 1H- imidazol - 1-yl ) -N,< 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 



L21 ANSWER 35 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 181237-93-4 HCAPLUS 

CN Benzenepropanethioamide. N,a, u-trimethyl -4 - (2- { 1 -methylethyl ) - 
lH-imidazol -1-yl] -P-oxo- (9CI) (CA INDEX NAME) 




rrr 



RN 181237-94-5 HCAPLUS 

CN Benzenepropanethioamide, N,u,«-trimethyl-p-oxo-4- (2- 
propyl-lH- imidazol -1-yl) - (9CI) (CA INDEX NAME) 



lV pr - 

V N 



rnr 



RN 181237-95-6 HCAPLUS 

CN Benzenepropanethioamide, 4 - (2 - iodo- 1H- imidazol -1-yl) -N, <j, u- 
trimethyl-P-OXO- (9CI) (CA INDEX NAME) 
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rrr 



RN 181237-96-7 HCAPLUS 

CN Benzenepropanethioamide, 4 - (2-methoxy- 1H- imidazol- 1 -yl ) -N,< 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 



\ 7 

rrr 



RN 181237-97-8 HCAPLUS 

CN Benzenepropanethioamide, 4 - (2-chloro- !H-imida2ol - 1 -yl ) -N, < 
trimethyl -p-oxo- (9CI) (CA INDEX NAME ) 



L21 ANSWER 3 5 OP 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




rC— C— N 
! II 

0 Me S 



RN 181237-98-9 HCAPLUS 

CN Benzenepropanethioamide, N, ct, u-trimethyl - 4 - ( 4 -methyl - 1H - 
imidazol -l-yl) -P-oxo- (9CI) (CA INDEX NAME) 



rrr 



RN 181237-99-0 HCAPLUS 

CN Benzenepropanethioamide, N,a,<i-trimethyl-4- ( 5-methyl - 1H- 
imidazol-l-yl) -P-OXO- (9CI) (CA INDEX NAME) 




L21 ANSWER 3 5 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 181238-00-6 HCAPLUS 

CN Benzenepropanethioamide, 4 - ( 4 , 5 -dichloro- 1H- imidazol - 1 -yl ) - 
N,a, u-trimethyl -P-OXO- (9CI) (CA INDEX NAME) 




rrr 



RN 181238-01-7 HCAPLUS 

CN Benzenepropanethioamide, 3-f luoro-4 - (IH-imidazol -l -yl ) -N,< 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 




RN 181238-02-8 HCAPLUS 

CN Benzenepropanethioamide, 3 -chloro- 4 - (1H- imidazol - 1 -yl ) -N, a, a- 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 
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RN 181238-03-9 HCAPLUS 

CN Benzenepropanethioamide, 3-bromo-4- (IH-imidazol-l-yl) -N,«,a- 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 



RN 18123B-04-0 HCAPLUS 

CN Benzenepropanethioamide, 4 - (1H- imidazol -1-yl ) -3- iodo-N, a, a- 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 




0 Me s 



RN 181238-05-1 HCAPLUS 

CN Benzenepropanethioamide, 3-cyano-4- ( 1H- imidazol - 1 -yl ) -N,< 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 



2 6/12/2 006, 1052 582 Oe.trn 
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rrr 



RN 1B123B-06-2 HCAPLUS 

CN Benzenepropanethioamide, 4- ( 1H- imidazol - 1-yl) -N, a, n, 3 - 
tetramethyl -P-oxo- (9CI) (CA INDEX NAME} 



c — c— c- 

li 1 il 



RN 181238-07-3 HCAPLUS 

CN Benzenepropanethioamide, 3 -ethyl - 4 - (1H- imidazol - 1 -yl ) -N, < 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 



L21 ANSWER 35 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




C — C— C— N 
II I II 



RN 181238-08-4 HCAPLUS 

CN Benzenepropanethioamide, 4- { 1H- imidazol - 1-yl ) -N , <i, a - 1 ri methyl - 
3- (l-methylethyl> -p-oxo- (9CI) (CA INDEX NAME) 




RN 181238-09-5 HCAPLUS 

CN Benzenepropanethioamide, 4- ( 1H- imidazol - 1 -yl) -N,«,a-trimethyl- 
p-OXO-3 -propyl- (9CI) (CA INDEX NAME) 




L21 ANSWER 3 5 OF 137 HCAPLUS COPYRIGHT 2006 ACS On STN 



(Continued) 



RN 181238-10-8 HCAPLUS 

CN Benzenepropanethioamide, 4- (lH-imidazol- 1-yl) -3 -methoxy-N,a, a- 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 




C — c— C- 
II I II 



RN 181238-11-9 HCAPLUS 

CN Benzenepropanethioamide, 3-ethoxy-4- (lH-imidazol-l-yl) -N,< 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 




C — C—C—N 
II I II 



RN 181238-12-0 HCAPLUS 

CN Benzenepropanethioamide, 4- (lH-imidazol-l-yl) -N, a, ti- trimethyl - 
3- (1-methylethoxy) -p-oxo- (9CI) (CA INDEX NAME) 
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(Continued) 




C — C — NHMe 



RN 181238-13-1 HCAPLUS 

CN Benzenepropanethioamide, 4- (lH-imidazol-l-yl) - 
p-oxo-3-propoxy- (9CI) (CA INDEX NAME) 



,u, a- trimethyl - 




RN 181238-14-2 HCAPLUS 

CN Benzenepropanethioamide, 4- { 1H- imidazol - 1-yl ) -N, a, u- trimethyl - 
P-oxo-3- (trifluoromethyl) - (9CI) (CA INDEX NAME) 




rrr 



RN 181238-15-3 HCAPLUS 

CN Benzenepropanethioamide, 3- (2-ethyl - 1H- imidazol - 1-yl) -N,< 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 



26/12/2006, 10525820e. trn 
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Me O 



RN 181238-16-4 HCAPLUS 

CN Benzenepropanethioamide, N,«,<«-trimethyl-3- 12- ( 1 -methylechyl ) - 
lH-imidazol -l-yl] -p-oxo- (9CI) ( CA I NDEX NAME ) 




Me 0 



RN 181238-17-5 HCAPLUS 

CN Benzenepropanethioamide, N, a, u- 1 rimethyl -P-oxo- 3 - (2 - 
propyl - lH-imidazol -1 -yl ) - (9CI) (CA INDEX NAME) 




Me O 



RN 181238-18-6 HCAPLUS 

CN Benzenepropanethioamide. 3- (2-methoxy-lH-imidazol-l-yl) -N,ti,ci- 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 



L21 ANSWER 3 5 OP 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




Me O 



RN 181238-19-7 HCAPLUS 

CN Benzenepropanethioamide, 3- (2-chloro- 1H- imidazol- 1 -yl ) -N.u.u- 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 




Me O 



RN 181238-20-0 HCAPLUS 

CN Benzenepropanethioamide. N, «,a-trimethyl-3- (4 -methyl - 1H-" 
imidazol -1-yi) -P-oxo- (9CI) (CA INDEX NAME) 



MeNH-C— C-C 
Me O 

RN 181238-21-1 HCAPLUS 

CN Benzenepropanethioamide, N, a, a- tr imethyl - 3 - < 5-methyl - 1H- 
imidazol-l-yl) -P-oxo- (9CI) (CA INDEX NAME) 



L21 ANSWER 35 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




Me O 



RN 181238-22-2 HCAPLUS 

CN Benzenepropanethioamide, 3- (4, 5-dichloro-lH-imidazol-l-yl) - 
N,cx,u-trimethyl -P-oxo- (9CI) (CA INDEX NAME) 




Me O 



RN 181238-23-3 HCAPLUS 

CN Benzenepropanethioamide, 4-fluoro-3- ( 1H- imidazol - l-yl ) -N.a.ci- 
tr imethyl -P-oxo- (9CI) (CA INDEX NAME) 




Me 



RN 181238-24-4 HCAPLUS 

CN Benzenepropanethioamide, 4-chloro-3- (lH-imidazol -l-yl) -N,u,u- 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 



L21 ANSWER 35 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 181238-25-5 HCAPLUS 

CN Benzenepropanethioamide. 4-bromo-3- (1H- imidazol -1 -yl ) -N,a,a- 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 




Me O 



RN 181238-26-6 HCAPLUS 

CN Benzenepropanethioamide, 3- (lH-imidazol-l-yl) -4 -iodo-N, u.a- 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 




RN 181238-27-7 HCAPLUS 

CN Benzenepropanethioamide. 4 -cyano-3 -{ 1H - imidazol - 1 - yl ) -N, u, a- 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 
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Tl 



RN 181238-28-8 HCAPLUS 

CN Benzenepropanethioamide. 3- ( 1H- imidazol - 1 -yl ) -N, «, u, 4 - 
tetramethyl -P-oxo- (9CI) (CA INDEX NAME) 




RN 161238-29-9 HCAPLUS 

CN Benzenepropanethioamide, 4-ethyl-3- ( 1H- imidazol - l -yl ) - 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 




K Til 

irr 



RN 181238-30-2 HCAPLUS 

CN Benzenepropanethioamide, 3- (lH-imidazol-l-yl) -N. a, a-trimethyl - 
4- (1-methylethyl) -P-oxo- (9CI) (CA INDEX NAME) 



L21 ANSWER 35 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




K rt 

C C C NHMe 



RN 181238-31-3 HCAPLUS 

CN Benzenepropanethioamide, 3 - ( 1H- imidazol -1-yl ) -N, a, a-trimethyl - 
(l-OXO-4 -propyl- (9CI) (CA INDEX NAME) 



Tl 



RN 181238-32-4 HCAPLUS 

CN Benzenepropanethioamide, 3 - ( lH-imidazol - 1-yl ) -N, a, u- trimethyl - 
4- (l-methylethoxy) -p-oxo- (9CI) (CA INDEX NAME) 




~C— C- NHMe 



RN 1B1238-33-S HCAPLUS 

CN Benzenepropanethioamide, 3- (lH-imidazol-l-yl) -N, a, a-trimethyl - 
P-OXO-4-propoxy- (9CI) (CA INDEX NAME) 



L21 ANSWER 3 5 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




O Me 



RN 181238-34-6 HCAPLUS 

CN Benzenepropanethioamide, 3- ( 1H- imidazol - 1-yl ) -N, a, a-trimethyl - 
P-oxo-4- (trifluoromethyl) - (9CI) (CA INDEX NAME) 




II I 



O Me 

RN 181238-35-7 HCAPLUS 

CN Benzenepropanethioamide, N,a,a-trimethyl-2- (2-methyl - 1H- 
imidazol- 1-yl) -P-OXO- (9CI) (CA INDEX NAME) 




RN 181238-36-8 HCAPLUS 

CN Benzenepropanethioamide, 2- ( 2 - ethyl - 1H- imidazol - 1 -yl ) -N,«,a- 
trimethyl-P-oxo- (9CI) (CA INDEX NAME) 




Young, Shawquia, Page 2 5 
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RN 181238-37-9 HCAPLUS 

CN Benzenepropanethioamide, N, u, a-trimethyl -p -oxo- 2 - (2 - 
propyl -1H- imidazol- 1-yl ) - (9CI) (CA INDEX NAME) 




RN 181238-38-0 HCAPLUS 

CN Benzenepropanethioamide, 2- (2- iodo- 1H- imidazol -l-yl) -N,a,a- 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 




RN 181238-39-1 HCAPLUS 

CN Benzenepropanethioamide, 2- (2-methoxy- lH-imidazol -1-yl) -N,a,a- 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 




RN 181238-40-4 HCAPLUS 

CN Benzenepropanethioamide, 2- (2 -chloro- 1H - imidazol - 1 -yl ) -N.a.a- 
trimethyl -p-oxo- ( 9CI ) (CA INDEX NAME) 



26/12/2006, 10525820e. trn 
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X) 



RN 181238-41-5 HCAPLUS 

CN Benzenepropanethioamide, N,u,u-trimethyl-2- (4 -methyl - 1H- 
imidazol- 1-yl) -P-oxo- (9CI) (CA INDEX NAME) 



L21 ANSWER 35 OF 137 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 181238-44-8 HCAPLUS 

CN Benzenepropanethioamide. 3-f ludro-2- (lH-imidazol-l-yl) -N,a,a- 
trimethyl-P-oxo- (9CI) (CA INDEX NAME) 



H fTI 



C-C-C-NHMe 



^1 



RN 181238-42-6 HCAPLUS 

CN Benzenepropanethioamide, N,<i,u-trimethyl-2- ( 5 -methyl ~ 1H - 
imidazol-l-yl) -|l-oxo- (9CI) (CA INDEX NAME) 



RN 181238-45-9 HCAPLUS 

CN Benzenepropanethioamide. 3-chloro-2- (lH-imidazol-l-yl) -N,( 
trimethyl-P-oxo- (9CI) (CA INDEX NAME) 



o 

' N 



r in 
r 



C— C— C~ NHMe 



c-c 



RN 181238-43-7 HCAPLUS 

CN Benzenepropanethioamide, 2- (4 . 5-dichloro- 1H- imidazol - 1 -yl ) - 
N,a,a-trimethyl-P-oxo- (9CI) (CA INDEX NAME)- 



RN 1B123B-46-0 HCAPLUS 

CN Benzenepropanethioamide, 3 -bromo-2- (lH-imidazol - 1-yl ) -N,a,< 
trimethyl-P-oxo- (9CI) (CA INDEX NAME) 



C-C- C- NHMe 



Me s 
I II 
C- C-C— NHMe 



RN 181238-47-1 HCAPLUS 

CN Benzenepropanethioamide, 2- ( 1H- imidazol -1-yl) -3-iodo-N,( 
trimethyl-P-oxo- (9CI) (CA INDEX NAME) 
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S i? T it 



RN 181238-48-2 HCAPLUS 

CN Benzenepropanethioamide, 3-cyano-2- ( 1H- imidazol - 1-yl) -N,u,a- 
trimethyl -P-oxo- (9CI) (CA INDEX NAME) 



S Me 0 

II I H 
MeNH- C~ C- 



RN 181238-49-3 HCAPLUS 

CN Benzenepropanethioamide, 2 - ( 1H- imidazol - 1 -yl ) -N , « , a. 3 - 
tetramethyl -p-oxo- (9CI) (CA INDEX NAME) 



if Tit 



RN 181238-50-6 HCAPLUS 

CN Benzenepropanethioamide, 3-ethyl-2- (lH-imidazol-l-yl) -N,« 
trimethyl-P-oxo- (9CI) (CA INDEX NAME) 



Tir*-r 



RN 181238-51-7 HCAPLUS 

CN Benzenepropanethioamide, 2- { 1H- imidazol - 1 -yl ) -N, ti , u-trimethyl - 
3- (1-methylethyl) -p-oxo- (9CI) (CA INDEX NAME) 
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RN 181238-52-8 HCAPLUS 

CN Benzenepropanethioamide, 2 -( 1H- imidazol - 1 -yl ) - 
P-OXO-3 -propyl- (9CI) " (CA INDEX NAME) 



,«,n-trimethyl- 



MeNH— C— C— 



RN 181238-53-9 HCAPLUS 

CN Benzenepropanethioamide, 2- ( 1H- imidazol - 1-yl ) -3-methoxy-N,a, w- 
trimethyl -p-oxo- (9CI) (CA INDEX NAME) 



TXT" 



RN 181238-54-0 HCAPLUS 

CN Benzenepropanethioamide, 3-ethoxy-2- (lH-imidazol-l-yl) -N.a.ci- 
triroethyl -p-oxo- (9CI) (CA INDEX NAME) 



RN 181238-55-1 HCAPLUS 

CN Benzenepropanethioamide, 2- ( 1H- imidazol - 1 -yl ) -N, a , a- trimethyl - 
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3-<l-methylet'hoxy)-p-oxo- OCI) (CA INDEX NAME) 



Tf L f 



RN 181238-56-2 HCAPLUS 

CN Benzenepropanethioamide, 2- (lH-imidazol - 1-yl ) -N.u.u-trimethyl- 
P-oxo-3-propoxy- (9C1) (CA INDEX NAME) 



,0 



RN 181236-57-3 HCAPLUS 

CN Benzenepropanethioamide, 2- (lH-imidazol -1-yl) -N, a, u-trimethyl - 
P-OXO-3- (trifluoromethyl) - (9CI) (CA INDEX NAME) 



if r ff 



MeNH-C-C- 



RN 1B123B-58-4 HCAPLUS 

CN Benzenepropanethioamide, ",u-diethyl-3-f luoro-4- ( 1H- imidazol - 1 - 
yl> -N-methyl-P-oxo- (9CI) (CA INDEX NAME) 
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RN 181238-59-5 HCAPLUS 

CN Benzenepropanethioamide, u,u-dihexyl -4 -( 1H- imidazol - l -yl) -N- 
methyl-p-oxo- (9CI) (CA INDEX NAME) 



(CH 2 ) 5 -Me 

C C— (CH 2 > 5~ Me 

O C — NHMe 



RN 181238-60-8 HCAPLUS 

CN Benzenepropanethioamide, u-hexyl-4- (lH-imidazol-l-yl) -N,< 
dimethyl -p-oxo- (9CI) (CA INDEX NAME) 



V — N 



C C- (CH 2 ) 5 
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RN 181239-39-4 HCAPLUS 

CN Benzenepropanethioamide, 4 -ethyl -3- (2 - iodo- 1H - imidazol - 1 -yl ) - 
N, a, u-trimethyl -p-oxo- (9CI) (CA INDEX NAME) 



XX T 



irr 



RN 181239-40-7 HCAPLUS 

CN Benzenepropanethioamide, 4 -ethyl -N, tx,a-trimethyl -3 - (2 -methyl - 
1H- imidazol -1-yl) -p-oxo- (9CI) (CA INDEX NAME) 
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The relative absorption coeffs. Arel - A(M)/A(X2) at 

various fixed wavelengths used in the Uv detection of organic compds. are 
superior in information content to chromatog. retention indexes of 
reversed -phase HPLC. To choose standard wavelengths, these coeffs. may 

recommended for inclusion in data bases of anal . parameters designed for 
the identification of unknown compds. Also, Arel is useful for revealing 
the nature of chromophores in organic mols., aa well as for the group 
identification of compds. from different groups of structural analogs. 
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O NHMe 
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R2 

! 

Rl III 



AB After deprotonation with LDA , 2-acyl -3 -phenyl -1 -menthopyrazoles I (RI - 
Me, Et, CHMe2, Ph. PhCH2) were diastereomerically u-acylated to give 
N- (3 -phenyl -1-menthopyrazolyl } P-keto amides II (R2 - Ph, Et, Me, 
CHMe2, CMe3, 4-MeC6H4). The subsequent amides were converted into the 
corresponding N-alkyl amides III (X - NHMe, NHCH2Ph, pyrrolidine) 
retaining their enantiomeric enrichment on the a-position. These 
are the first examples of enolizable p-keto acid deriva . having only 
one chiral center at the a-poeition. These chiral P-keto 
amides were surprisingly stable in dry benzene and their optical 
asymmetries were almost retained for two weeks at room temperature 

without any 

epimerization . 
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181574-65-2 HCAPLUS 

Benzenepropanamide, N,a-dimethyl -p-oxo- , ( + )- (9CI) (CA INDEX 



(Continued) 



Rotation {♦) . 




181574-66-3 HCAPLUS 

Benzenepropanamide, u-ethyl -N -methyl -p-oxo- , (-)- 
INDEX NAME) 




181574-67-4 HCAPLUS 

Benzenepropanamide, N-methyl-p-oxo-"- (phenylmethyl ) (-)- 
(9CI) (CA INDEX NAME) 



Rotation (- ) . 
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